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Abstract (Basic) : 


EP 


534756 A 



Fi I ing Notes 
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Previous Publ. patent AU 9225370 

3E CH DE DK FR GB IE IT LI LU NL PT SE 

Based on patent EP 537915 
Previous Publ. patent NO 9203710 

Previous Publ. patent CZ 9202908 



Previous Publ. 
Previous Publ. 



patent HU 65375 
patent- SK 9202908 



Previous Publ. patent JP 5201961 

N-alky l-3-pheny I -3-(2-halophenoxy)- propylamines of formula (I), 
and their salts, are new. X = CI or Br; I Y = Me or Et 

USE/ADVANTAGE - (I) are selective and potent inhibitors of 
norepinephrine uptake and are useful for treating disorders linked to 
decreased newotransmission of norepinephrine such as substances abuse, 
narcolepsy, depression, panic disorder, bulimia and related psychiatric 
disordres. They are also useful in treating urinary incontinence. 
Admin, is oral, rectal, transdermal, subcutaneous, intravenous, 
intramuscular or intranasal, in doses of 0.01-20 (esp. 0.1-5) 
mg/kg/day. 

In an example, a soln. of chloropropiophenone (10. 8g) in MeOH (100 
ml) was coded (ice) and treated with NaNH4 (2. 03g) and stirred at room 
temp, for 2 hrs. . Work up gave 3-chloro-1- phenyl-1-propanol. This cpd. 
(5. 07 g), 2-chlorophenol (3. 31g) and PPL3 (7. 85g) were stirred in THF 
(70 ml). Diethylazodicarboxylate (4.7 ml) was added and the mixt held 
at 25 deg. C, and stirred overnight. Work-up game 
1-(3-chloro-1-phenylpropoxy)-2-chlorobenzene. This cpd. was aminated 
using methylamine (40X in water) in EtOH at 130 deg. C for 3 hrs. 
Work-up and salification gave N-methyl-3 -phenyl-3- 
(2-chIorphenoxy) propylamine hydrochloride, m. pt. 109-111 dg. 
tests on male Sprague-Dawley rats, the free base of this cpd. 
IC50 for norepinephrine uptake of 4.5 nH. 
Dwg. 0/0 

Abstract (Equivalent): EP 537915 B 

N-a Iky l-3-pheny I -3- (2-halophenoxy) - propylamines of formula (I), 
and their salts, are new. In (I), X is CI or Br; and Y is Me or 
USE/ADVANTAGE - (I) are selective and potent inhibitors of 
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norepinephrine uptake and are useful for treating disorders linked to 
decreased neurotranmission of norepinephrine such as substance abuse, 
narcolepsy, depression, panic disorder, bulimia and related psychiatric 
disorders. They are also useful in treating urinary incontinence. 
Admin, is oral, rectal, transdermal, subcutaneous, intravenous, 
intramuscular or intranasal, in doses of 0.001-20 (esp. 0.1-5) 
mg/kg/day. 
(Dwg. 0/0) 

EP-534756 N-a I ky I— 3-pheny I -3- (2-halophenoxy) - propylamines of 
formula (I), and their salts, are new. X = CI or Br; I Y = Me or Et. 

USE/ADVANTAGE - (I) are selective and potent inhibitors of 
norepinephrine uptake and are useful for treating disorders linked to 
decreased newotransmission of norepinephrine such as substances abuse, 
narcolepsy, depression, panic disorder, bulimia and related psychiatric 
disordres. They are also useful in treating urinary incontinence. 
Admin, is oral, rectal, transdermal, subcutaneous, intravenous, 
intramuscular or intranasal, in doses of 0.01-20 (esp. 0.1-5) 
mg/kg/day. 

In an example, a soln. of chloropropiophenone (10. 8g) in MeOH (100 

ml) was coded (ice) and treated with NaNH4 (2. 03g) and stirred at room 

temp, for 2 hrs. . Work up gave 3-ch I oro-1- phenyl-1-propanol. This cpd. 
(5.07 g), 2-chlorophenol (3. 31g) and PPL3 (7. 85g) were stirred in THF 
(70 ml). Di ethy lazodi carboxy late (4.7 ml) was added and the mixt. held 

at 25 deg. C, and stirred overnight. Work-up game 

1- (3-chloro-1-phenylpropoxy) -2-chlorobenzene. This cpd. was aminated 

using methylamine (40% in water) in EtOH at 130 deg. C for 3 hrs. 

Work-up and salification gave N-methyl-3 -phenyl-3- 
(2-chlorphenoxy) propylamine hydrochloride, rn.pt. 109-111 dg. C. In 

tests on male Sprague-Dawley rats, the free base of this cpd. had an 

IC50 for norepinephrine uptake of 4.5 nM. 

EP-537915 A compound of formula (I) wherein X is C1-C4 alkythio and 

Y is C1-C2 alkyl or a pharmaceutical ly acceptable acid addition salt 

thereof. 

(Dwg. 0/0) 

Abstract (Equivalent) : US 5281624 A 

N-a I ky I -3-pheny I -3- (2-subs t d. phenoxy) propylamines of formula (I) 
and acid addn. salts are new. 

X is 1-4C alkylthio; Y is 1-2C alkyl. Also new is inhibition of 
norepinephine uptake; treating depression; treating panic disorder; 
treating narcolepsy; treating substance addiction; treating urinary 
incontinence; and treating bulimia. 

Specific (I) is N-methy I -3-pheny I-3- (2-1 iodophenoxy) propylamines. 

Dwg 0/0 
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Title Terms: NEW; N; ALKYL; PHENYL; PHENOXY; PROPYLAMINE; DERIVATIVE; 

NOREPINEPHRINE; UPTAKE; INHIBIT; TREAT; DEPRESS; PANIC; DISORDER; 

NARCOLEPSY; ADDICT; URINE; INCONTINENCE 
Derwent Class: B05 

International Patent Class (Main): A61K-031/135; C07C-000/00; C07C-211/03; 
C07C-217/14; C07C-217/48; C07C-217/62; C07C-319/20; C07C-323/20; 
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C07C-323/29; C07C-323/63; C07C-327/16 
International Patent Class (Additional): A61K-031/085; A61K-031/10- 

A61K-031/13; A61P-013/00; A61P-025/18; A61P-025/20; A61P-025/22; 

A61P-025/24; C07C-041/09; C07C-043/205; C07C-209/68; C07C-217/44: 

C07C-323/18; C07C-323/32; C07C-323/37; C07C-323/58 
Fi le Segment: CPI 

Manual Codes (CPI/A-N) : B10-B03B; B12-C06; B12-C10; B12-E01; B12-G01A 

Chemical Fragment Codes (M2) : 
*01* G010 G011 G100 H1 H102 H181 H5 H541 H6 H602 H603 H641 H8 M210 M211 
M212 M273 M281 M313 M321 M332 M343 M373 M391 M414 M510 M520 M532 
M540 M630 M640 M650 M710 M720 M903 M904 N203 N209 N225 N262 N333 
N342 N512 N513 P448 P451 P452 P617 P646 P722 P731 9313-08901-N 
931 3-08901 -P 

Generic Compound Numbers: 9313-08901-N; 9313-08901-P 
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New ni tro-phenoxy-propyl-amine derivs. prepn. for 

cyto-protection and as ant i-ulcerants - from aromatic amine (s) and 

halogen contg. cpds. 
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Number of Countries: 001 Number of Patents: 001 
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Patent Details: 

Patent No Kind Lan Pg - Main IPC Filing Notes 
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Derwent Class: B03; B05 
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